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=> d his 
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FILE 1 REGISTRY 1 ENTERED AT 11:56:13 ON 12 MAY 2 004 
LI STRUCTURE UPLOADED 

L2 0 S LI 

L3 16 S LI SSS FULL 

FILE 'CAPLUS' ENTERED AT 11:57:11 ON 12 MAY 2 004 
L4 2 S L3 

= > d 11 

LI HAS NO ANSWERS 
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=> d 1-2 bib abs hitstr 

L4 ANSWER 1 OF 2 CAPLUS COPYRIGHT 2 0 04 ACS on STN 
AN 2003:570648 CAPLUS 
DN 139:133563 

TI Preparation of sulf onamidoalkoxyalkylimidazoquinolines as immune response 
modulators . 

IN Crooks, Stephen L.; Griesgraber, George W. ; Heppner, Philip D . ; Merrill, 

Bryon A.; Roberts, Ralph R. ; Wei, Ai-Ping 
PA 3M Innovative Properties Co., USA 

SO U.S. Pat. Appl. Publ., 4 6 pp., Cont . -in-part of U.S. Ser. No. 12,599. 
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AB Title corapds. [I; X = CHR5 , CHR5, CHR5, Rl = R4NR3S02R6A, R4NR3SOR7 , 
R4NR3S02NR5R6A, R4NR3S02NH2 ; A = alkyl , alkenyl , aryl , heteroaryl, 
heterocyclyl; R2 = H, (substituted) alkyl, alkenyl, aryl, heteroaryl, 
heterocyclyl, alkyl-Y-alkyl , alkyl -Y- alkenyl , alkyl-Y-aryl ; Y = 0, 
S (0)0-2; R3 = H, alkyl, arylalkyl; R4 = alkyl, alkenyl, which may be 
interrupted by >1 0; R3R4 form a ring; R5 = H, alkyl, alkenyl; R6 = 
bond, alkyl, alkenyl, which may be interrupted by >1 0; R7 = alkyl; 
R3R7 form a ring; n = 0-4; R = alkyl, alkoxy, OH, halo, CF3] , were prepared 
Thus, tert-Bu 2- [2- [ (3 -aminoquinolin-4-yl) amino] ethoxy] ethyl carbamate 
(preparation given) in CH2C12 was cooled to 0° and treated with Et3N and 
methoxypropionyl chloride; The reaction was then warmed to room temperature and 
stirring was continued for 1 h to give tert-Bu 2- [2 - [2- (2-methoxyethyl) -lH- 
imidazo [4 , 5-c] quinolin-l-yl] ethoxy] ethylcarbamate . This was converted to 
N- [2- [2- [4-amino-2- (2 -methoxyethyl) -lH-imidazo [4 , 5 -c] quinolin-1- 
yl] ethoxy] ethyl] methanesulf onamide in several steps. I showed interferon 
induction in human cells with lowest effective concns . of 0.0001-1 uM. 

IT 437382-50-8P, N- [2- [2- [4-Amino-2- (2 -methoxyethyl) -lH-imidazo [4, 5- 
c] quinolin-l-yl] ethoxy] ethyl] methanesulf onamide 437382-51- 9P , 
N _ [ 2 - [2- [4-Amino-2- (2 -methoxyethyl) -6 , 7 , 8 , 9- tetrahydro-lH- imidazo [4 , 5- 
c] quinolin-l-yl] ethoxy] ethyl] methanesulf onamide 437382-52-0P, 
N- [2- [2- [4-Amino-2- (2 -methoxyethyl) -lH-imidazo [4, 5-c] quinolin-l- 
yl] ethoxy] ethyl] -N-methylmethanesulf onamide 437382-53-1P, 
N- [2- [2- [4-Amino-2- (2 -methoxyethyl) -6,7,8, 9-tetrahydro-lH- imidazo [4,5- 
c] quinolin-l-yl] ethoxy] ethyl] -N-methylmethanesulf onamide 
437382-55-3P 437382-56-4P 437382-58-6P 
437382-61-1P 437382-75-7P 437382-89-3P 
565454-55-9P 565454-56-0P 565454-57-1P 
565454-58-2P 565454-59-3P 565454-60-6P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of sulf onamidoalkoxyalkylimidazoquinolines as immune response 
modulators) 
RN 437382-50-8 CAPLUS 

CN Methanesulf onamide, N- [2- [2- [4-amino-2- (2 -methoxyethyl ) -lH-imidazo [4, 5- 
c] quinolin-l-yl] ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 437382-51-9 CAPLUS 

CN Methanesulf onamide, N- [2- [2- [4 -amino- 6, 7, 8 , 9-tetrahydro-2- (2 -methoxyethyl) - 
lH-imidazo [4, 5-c] quinolin-l-yl] ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




10696478 



RN 437382-52-0 CAPLUS 

CN Me thane sulfonamide, N- [2- [2- [4 -amino- 2 - (2 -methoxyethyl) -1H- imidazo [4 , 5 - 
cj quinolin-l-yl] ethoxy] ethyl] -N-methyl- (9CI) (CA INDEX NAME) 




RN 437382-53-1 CAPLUS 

CN Methanesulfonamide, N- [2- [2- [4 -amino-6 , 7 , 8 , 9- tetrahydro-2 - (2 -methoxyethyl) 
lH-imidazo [4 , 5-c] quinolin-l-yl] ethoxy] ethyl] -N-methyl- (9CI) (CA INDEX 
NAME) 




RN 437382-55-3 CAPLUS 

CN Ethanesulfonamide, N- [2- [2- (4 -amino-2-butyl-lH- imidazo [4, 5-c] quinolin-l- 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 437382-56-4 CAPLUS 

CN 2-Propanesulfonamide, N- [2- [2- (4 -amino-2-butyl-lH- imidazo [4 , 5-c] quinolin-1 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 
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RN 437382-58-6 CAPLUS 

CN 1-Butanesulfonamide, N- [2- [2- (4 -amino-2-butyl-lH-imidazo [4, 5-cJ quinolin 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




NH 2 



RN 437382-61-1 CAPLUS 

CN Benzeneme thane sulfonamide, N- [2- [2- (4-amino-2-butyl-lH-imidazo [4 , 5 
c] quinolin-l-yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




NH 2 



RN 437382-75-7 CAPLUS 

CN Bicyclo [2 .2 . 1] heptane -1 -me thane sulfonamide, N- [2- [2- (4 -amino- 2 -butyl -1H 
imidazo [4 , 5-c] quinolin-l-yl) ethoxy] ethyl] -7, 7-dimethyl-2 -oxo- , (IS , 4R) - 
(9CI) (CA INDEX NAME) 
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RN 437382-89-3 CAPLUS 

CN l-Butanesulfonamide, N- [2- [2- (4-amino-lH-imidazo [4 , 5-c] quinolin-1- 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 565454-55-9 CAPLUS 

CN Methanesulf onamide, N- [2- [2- (4 -araino-2 -methyl -IH-imidazo [4, 5-c] quinolin-1 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 565454-56-0 CAPLUS 

CN 2-Propanesulfonamide, N- [2- [2- (4 -amino- 2 -methyl -IH-imidazo [4 , 5-c] quinolin 
1-yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 565454-57-1 CAPLUS 

CN Methanesulf onamide, N- [2- [2- (4 -amino-2 -ethyl -1H- imidazo [4 , 5-c] quinolin- 1- 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 
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RN 565454-58-2 CAPLUS 

CN Me thane sulfonamide, N- [2- [2- [4 -amino- 2- (ethoxymethyl) -lH-imidazo [4,5- 
c] quinolin-l-yl]ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




NH 2 



RN 565454-59-3 CAPLUS 

CN 2 -Propane sulfonamide, N- [2- [2- [4 -amino-2- (ethoxymethyl) -lH-imidazo [4 , 5- 
c] quinolin-l-yl}ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




NH 2 



RN 565454-60-6 CAPLUS 

CN 2-Propanesulfonamide, N- [2- [2- [4-amino-2- (2 -methoxyethyl ) -lH-imidazo [4 , 5- 
c] quinolin-l-yl]ethoxy] ethyl] -N-methyl- (9CI) (CA INDEX NAME) 




L4 ANSWER 2 OF 2 CAPLUS COPYRIGHT 20 04 ACS on STN 
AN 2002:449681 CAPLUS 
DN 137:33297 

Tl Preparation of sulfonamido ether substituted imi da zoquino lines as immune 
response modifiers 

IN Crooks, Stephen L . ; Greisgraber, George W.; Heppner, Philip D. ; Merrill, 

Bryon A.; Roberts, Ralph R.; Wei, Ai-Ping 
PA 3M Innovative Properties Company, USA 



10696478 



SO PCT Int. Appl., 74 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
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AB The title compds . [I; X = (CH2)2, (CH2)3, CHEtCH2, etc.; Rl = 

R4NR3S02R6alkyl, R4NR3S02R6aryl , etc.; R2 = H, alkyl , alkenyl, etc.; R3 = 
H, alkyl, aralkyl; R4 = alkylene or alkenylene interrupted by one or more 
O atoms; or R3R4 can join together to form a ring; R6 = a bond, alkylene 
or alkenylene which may be interrupted by one or more O atoms; n = 0-4; R 
= alkyl, alkoxy, OH, etc.] that contain substituted amine functionality at 
the 1 -posit ion, and are useful as immune response modifiers, were prepared 
E.g., a multi-step synthesis of I [X = (CH2)2; Rl = (CH2 ) 2NMeS02Me ; R2 = 
(CH2)20Me; n = 0] which showed the lowest concentration of 0.01 ^M and 0.12 
liM to induce interferon a and TNFot, resp., was given. The 
compds. I can induce the biosynthesis of various cytokines and are useful 
in the treatment of a variety of conditions including viral diseases and 
neoplastic diseases. 

IT 437382-50-8P 437382-51-9P 437382-52-0P 
437382-53-1P 437382-55-3P 437382-56-4P 
437382-58-6P 437382-61-1P 437382-75-7P 
437382-89-3P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of sulfonamido ether substituted imidazoquinolines as immune 
response modifiers) 
RN 437382-50-8 CAPLUS 

CN Methanesulfonamide, N- [2- [2- [4-amino-2- (2 -methoxyethyl) - 1H- imidazo [4 , 5 - 
c] quinolin-l-yl]ethoxy] ethyl] - (9CI) (CA INDEX NAME) 
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RN 437382-51-9 CAPLUS 

CN Methane sulfonamide, N- [2- [2- [4 -amino-6 , 7 , 8 , 9-tetrahydro-2 - (2 -methoxyethyl) 
lH-imidazo[4,5-c]quinolin-l-yl]ethoxy]ethyl] - (9CI) (CA INDEX NAME) 




RN 437382-52-0 CAPLUS 

CN Methanesulfonamide, N- [2- [2- [4-amino-2- (2 -methoxyethyl) -lH-imidazo [4 , 5- 
c] quinolin-l-yl]ethoxy] ethyl] -N-methyl- (9CI) (CA INDEX NAME) 



Me- S— O 
I 

Me- N- CH 2 - CH 2 - 0- CH 2 - CH 2 
MeO~ CH 2 -CH 2 




NH 2 



RN 437382-53-1 CAPLUS 

CN Methanesulfonamide, N- [2- [2- [4-amino-6 , 7 , 8 , 9-tetrahydro-2 - (2 -methoxyethyl) 
lH-imidazo [4 , 5-c] quinolin-l-yl] ethoxy] ethyl] -N-methyl- (9CI) (CA INDEX 
NAME) 




RN 437382-55-3 CAPLUS 

CN Ethane sulfonamide, N- [2- [2- (4-amino-2-butyl-lH-imidazo [4 , 5-c] quinolin-l- 
yl ) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 



10696478 
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NH 2 



RN 437382-56-4 CAPUTS 

CN 2-Propanesulfonamide, N- [2- [2- (4-amino-2-butyl-lH-imidazo [4 , 5-c] quinolin-l- 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 



0 




NH 2 



RN 437382-58-6 CAPLUS 

CN 1- Butane sulfonamide, N- [2- [2- (4 -amino-2 -butyl- lH-imidazo [4 , 5-c] quinolin-1- 
yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




NH 2 



RN 437382-61-1 CAPLUS 

CN Benzenemethanesulfonamide, N- [2- [2- (4-amino-2-butyl-lH-imidazo [4 , 5- 
c] quinolin-l-yl) ethoxy] ethyl] - (9CI) (CA INDEX NAME) 




NH 2 



RN 437382-75-7 CAPLUS 

CN Bicyclo [2 .2.1] heptane -1 -methane sulfonamide, N- [2- [2- (4 -amino-2 -butyl- 1H- 
imidazo [4, 5-c] quinolin-l-yl) ethoxy] ethyl] -7, 7 -dimethyl -2 -oxo- , (IS, 4R) - 
(9CI) (CA INDEX NAME) 



10695478 
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RN 437382-89-3 CAPLUS 

CN 1- Butane sulfonamide, N- [2- [2- (4-amino-lH-imidazo [4 , 5-c] quinolin-1- 
yDethoxy] ethyl]- (9CI) (CA INDEX NAME) 



n-Bu- S- NH" CH 2 - CH 2 ~ 0~ CH 2 - CH 2 

II " 
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